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AB Protein isoprenyl transferase inhibitors R3XC6H2R1R2R4 [Rl = H, alkyl, 

halo, aryl, heterocyclyl , etc.; R2 = (un) substituted Ph, CONHCHR5C02R6 (R5 
= alkyl, cycloalkyl, etc . , R6 = H or protecting group); CONH-heterocyclyl 
etc.; R3 = (un) substituted pyridyl or imidazolyl; R4 = H, alkyl, halo, 
aryl, etc.; X is absent or X1NR4X2, X10X2 (XI = absent, alkylene, or 
alkenylene; X2 = absent, CH2 , CH2CH2, CHMe, etc.)] were prepd. Thus, 
[4- (3 -pyridyloxymethylene) -2 -phenoxybenzoyl] methionine (I) was prepd' by 
coupling of 4 - (3 -pyridyloxymethylene) -2 -phenoxybenzoic acid (synthesis 
described) with methionine Me ester hydrochloride, followed by sapon. 
Compd. I showed 92% inhibition of protein farnesyl transferase at 1 .mu M 
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CN L-Methionine, N- [ [5- [ [ (l-oxido-3 -pyridinyl) carbonyl] amino] [1, 1 ' -biphenyl] 
2-yl]carbonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Nucleophilic substitution of the nitro group in 4-nitro-3- 

pyridinecarboxanilide 1-oxide afforded 4-hydroxy~, 4-chloro-, 4-methoxy-, 

4-ethoxy-, and 4 -dimethylamino-3 -pyridinecarboxanilide oxides. The 1H and 

13C NMR chem. shifts of the pyridine moiety were correlated with the 

Hammett consts. of the substituent in position 4, with the exception of 

the 4 -hydroxy deriv. The reason of this phenomenon is discussed. 
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3-Pyridinecarboxamide, 4 -nitro-N-phenyl- , 1-oxide (9CI) (CA INDEX NAME) 
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